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AB The title compds. [I; Rl = alkyl, carboxyalkyl , alkoxyalkyl, etc.; R3 = 
(un) substituted cycloalkyl, cycloalkenyl , aryl; R4 = lower alkyl, OH, 
NH2] , useful in treatment of inflammation and inflammation-associated 
disorders such as arthritis, pain, and fever, were prepared Thus, treatment 
of desoxybenzoin pxime with BuLi/hexanes in THF followed by addition of Ac20, 
reaction of the resulting 3 , 4-diphenyl-4-hydro-5-hydroxy-5-methylisoxazole 
with C1S03H, and treatment of the intermediate with saturated NH40H solution 
afforded 3 0% II which showed ID50 of < 0.1 loM against COX-2. 

IT 181695-73-8P 181695-74-9P 181695-75-OP 
181695-80-7P 181695-82-9P 181695-83-OP 

181695- 84-lP 181696-24-2P 181696-25-3P 

181696- 26-4P 181696-27-5P 181696-28-6P 
181696-29-7P 181696-30-OP 181696-31-lP 
181696-32-2P 181696-34-4P 181696-37-7P 
181696-38-8P 181696-39-9P 181696-40-2P 
181696-41-3P 181696-42-4P 181696-43-5P 
181696-44-6P 181696-45-7P 191421-97-3P 

RL: BAG (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of substituted isoxazoles for the treatment of inflammation) 
RN 181695-73-8 CAPLUS 

CN 5-Isoxazolepropanoic acid, 4- [4- (aminosulfonyl) phenyl] -3- (3-f luoro-4- 
methoxyphenyl) - (9CI) (CA INDEX NAME) 
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HO2C-CH2-CH2 




OMe 



-RN 181695-74-9 CAPLUS . . _ _ 

CN 5-Isoxazolepropanoic acid, 4- [4- (aminosulfonyDphenyl] -3-phenyl- (9CI) 
(CA INDEX NAME) 



HO2C-CH2-CH2 




RN 181695-75-0 CAPLUS 

CN Benzenesulfonamide, 4- [3- {3-f luoro-4-methoxyphenyl) -5-methyl-4-isoxazolyl] 
(9CI) (CA INDEX NAME) 
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F 




OMe 



0=S-NH2 



0 



RN - 181695-80-7 CAPLUS -- - - . _ _ 

CN 5-Isoxazoleacetic acid, 4- [4- (aminosulfonyl)phenyl] -3-phenyl- (9CI) (CA 
INDEX NAME) 




0=S— NH2 



RN. 181695-82-9 CAPLUS 

CN 5-Isoxazolecarboxylic acid, 4- [4- (aminosulfonyl ) phenyl] -3-phenyl- (9CI) 
(CA INDEX NAME) 
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RN 181695-83-0 CAPLUS 

CN Benzenesulfonamide, 4- (5-hydroxy-3-phenyl-4-isoxazolyl) - (9CI) (CA INDEX 
NAME) 




0 



RN 181695-84-1 CAPLUS 

C3Sr Benzenesulfonamide, 4- (3-methyl-5-phenyl-4-isoxazolyl) - (9CI) (CA INDEX 
NAME) 




RN 181696-24-2 CAPLUS 

CN Benzenesulfonamide, 4- (5-ethyl-3-phenyl-4-isoxazolyl) - {9CI) (CA INDEX 
NAME) 




Page 5 



10/603,098 



Page 



RN 181696-25-3 CAPLUS 

CN Benzenesulfonamide, 4- (3-phenyl-5-propyl-4-isoxazolyl) - (9CI) (CA INDEX . 
NAME) 




RN 181696-26-4 CAPLUS 

CN Benzenesulfonamide, 4- [5- (1-methylethyl) -3-phenyl-4-isoxazolyl] - (9CI) 
(CA INDEX NAME) 




RN 181696-27-5 CAPLUS 

CN Benzenesulfonamide, 4- (5-butyl-3-phenyl-4-isoxazolyl) - (9CI) (CA INDEX 
NAME) 




0=S-NH2 



0 
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RN 181696-28-6 CAPLUS 

CN Benzenesulfonamide, 4- [5- {2-methylpropyl) -3-phenyl-4-isoxazolyl] - {9CI) 
(CA INDEX NAME) 




0= S- NH2 



0 



RN 181696-29-7 CAPLUS 

CN Benzenesulfonamide, 4- (5-cyclohexyl-3-phenyl-4-isoxazolyl) - (9CI) (CA 
INDEX NAME) 




RN 181696-30-0 CAPLUS 

CN Benzenesulfonamide, 4- [5- (2 , 2-dimethylpropyl) -3-phenyl-4-isoxazolyl] - 
(9CI) (CA INDEX NAME) 
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RN 181696-31-1 CAPLUS 

CN Benzenesulfonamide, 4- [5- { eye lohexyl methyl) -3-phenyl-4-isoxazolyl] - (9CI) 
(CA INDEX NAME) 




RN 181696-32-2 CAPLUS 

CN Benzenesulfonamide, 4- [5- [ (4 -ehlorophenyl) methyl] -3-phenyl-4-isoxazolyl] - 
(9CI) (CA INDEX NAME) 




CI 



RN 181696-34-4 CAPLUS 

CN Benzenesulfonamide, 4- [5- (chloromethyl) -3-phenyl-4-isoxazolyl] - (9CI) (CA 
INDEX NAME) 



Page 8 



10/603,098 



Page 9 




RN 181696-37-7 CAPLUS 

CN Benzenesulfonamide, 4- [5- (methoxymethyl) -3-phenyl-4-isoxazolyl] - (9CI) 
(CA INDEX NAME) 




RN 181696-38-8 CAPLUS 

CN Benzenesulfonamide, 4- [5- (3-hydroxypropyl) -3-phenyl-4-isoxazolyl] - {9CI) 
.(CA INDEX NAME) 




RN 181696-39-9 CAPLUS 

CN Benzenesulfonamide, 4- [3- (4-chlorophenyl) -5-methyl-4-isoxa2olyl] - {9CI) 



Page 9 
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RN 181696-40-2 CAPLUS 

CN Benzenesulfonamide, 4- [3- (4-f luorophenyl) -5-methyl-4-isoxazolyl] - (9CI) 
(CA INDEX NAME) 




RN 181696-41-3 CAPLUS 

CN Benzenesulfonamide, 4- [3- (3-f luoro-4-methylphenyl) -5-tnethyl-4-isoxazolyl] - 
(9CI) (CA INDEX NAME) 
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RN - 181696-42-4 CAPLUS - . . _ _ 

CN Benzenesulfonamide, 4- [3- (3-chloro-4-methylphenyl) -5-methyl-4-isoxazolyl] - 
(9CI) (CA INDEX NAME) 




RN 181696-43-5 CAPLUS 

CN Benzenesulfonamide, 4- [5-methyl-3- (3-pyridinyl) -4-isoxazolyl] - (9CI) (CA 
INDEX NAME) 




0=S-NH2 



0 
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RN 181696-44-6 CAPLUS 

CN Benzenesulfonamide, 4- [5 -methyl -3- {4-pyridinyl) -4-isoxazolyl] - {9CI) (CA 
INDEX NAME) 




RN 181696-45-7 CAPLUS 

CN Benzenesulfonamide, 4- [3- (3-f luorophenyl) -5 -methyl -4-isoxazolyl] - (9CI) 
(CA INDEX NAME) 




RN 191421-97-3 CAPLUS 

CN Benzenesulfonamide, 4- [3-phenyl-5- (trif luoromethyl) -4-isoxazolyl] - (9CI) 
(CA INDEX NAME) 



Page 12 



10/603,098 



Page 13 




IT 181696-77-5P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of substituted isoxazoles for the treatment of inf-lammation)- 
RN 181696-77-5 CAPLUS 

CN B-Isoxazolepropanoic acid, 4- [4- (amino sulfonyl) phenyl] -3 -phenyl-, ethyl 
ester (9CI) (CA INDEX NAME) 




0=S— NH2 
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